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15 |B«ffl'©^<it>-ai:*ja*.^*Pii:Tfe*B6ai*«««r$nTV»5 (EP-A 
749751) . 

LnZtefc^tsmMmiMfotim&ZtlX^Z (W098/57634) . 
(formulate) Sn/tEHffl^»*<iB^StlTVs5 (WOOl/35940) . 

4) wjy>^>, mm*h7*)vs.>&£zfiam±ft&vnzmi* 
hf* l# * ii#f*j ^n-^n^f? $ ttfc Ema^***«[ft $ nr v » * (woo i 

25 /35941) . 

5) (a) «tt^<hbT^tf^y'J^ 4 7>Sfe^©M^±^L#«) 
ffiSr^tfJfl-Jli, (b) K»-JBT?4>fc< tt>-»*«H*n, Si4fi£#<!: 

LTWTT-I F*<£tsmiifr*>ti;2>mmM (core formulation) 
ftTV>5 (W001/82875) . 
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2 

«J>C»«S:Snfc«»?W(core formulal ion) (USP6403121) . 



5 %W<Dffl^ 

15 i) Gm®m®M&v3-Tj>?mM*tt?%m&E*tfv?v><Dm 

2) StrfB 1 ) 8B*©»jfi#fefcJ:Dfc5nfctt*«SS; 
20 fijfi^j* ; 

6) \L97-)"( Ymm&* >T?*5S(fiE5> SS^Oilii^?* ; 

25 8) #*»fflt*tx^y-;UT?*sW8Si) iam©8JS*te; ■ 
1) .ffi*©«ii^Sc; 

1 0) ttttb?^U^!/>"C3— r-f >y&nfcttM#J&«Kg'r4tC|Rb, 
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3 

1 Dgi^tLTpH 2.0 ©il-Iftil'J^iliJfflH. 37*0, lOOrpm 

5 ¥*w$^yitrm?z>. mrte i ) timvm^mz&m^ntzMMM 
M ; 

1 2) titifc^tUTpH 2.0 <Z>i£^-&fc#'J , }A|giBf££ffl^. 37=0, 50rpm 

10 ^t'tcigr^o 

«0.5~500jLim, $ bCffSKtt l~150wm 

t'w^rh^iM^^Jk Mx^k gm7Dt?;k gt§K7 7'Dt!;k 

f!]^^50*(W/W)aTT*O, ^SL<«30^T(w/w)Ta5O, Select 
25 <«20^T(W/W)Ta5§. 

u<te**y-;k x*/-;k tf;U7;ku-;k -f y/otf;kr;uzi 



• 

WO 2004/006921 



# 

PCT/JP2003/008790 



rmmv*tfv9*/><Diimmi»ftWLmi (&t, *f8^©#mi£ taste 

fc*. #9iai«+s rw«»«t»»ttj itt, WAtfSl L < tt 20X) 
10 tC^HT, 2 (W/V) X£U:*#T*ttR&*«rr*. 

r#«»iiJg«tt©zi-7 L 'f >^»S"Jj ttTH WAtffc Hd*^d 
fcVkfeJI'P— 7., t Ha+ylfMfP- X&.h'CD-fejPP-T.&j^H 1 ; 

#y e-;P7t^-;b^if ;i/75 / 7tf - h Caea , h#] , 

W^&iSfcftOP-TV >^X»Jtt, $?£L<tetf 'J t?x;UfcfoU KX 
□ U H>T»S. 

»IM©infctSii^i$<J:< f 5fe*l;lt fen-x^ >^g^J«, 
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5 

5 #*U<tt5OO/4i0nF» L<tt 150wmfinF. 4#lC# S L< « 75 

10 *Lk£l~25% (W/W) , #£L<te2~20% (W/W) dOcb^ft 

*58W©^1ft*K:*Jt53— r-^f >^S5ijnSlG>«««, #>]*J£ 0.2-25% 
(W/W) , *?£L<te 0.5-15% (W/W) £®£3&ita£S&ffl 



20 a) turn mtfteaa, *7M)v#u mm. mm. hD-x8j&£© 
25 »iR#j, phiii, nmm&m. tomtm* &fe<m. 
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>> mn^y^ym^y^ym : mm. fwm* D-v>-h- 
;k v)i¥h-)im(Dm -mr^^-frm: m*vy&t>)iyo2±. sss-tz 

io *g£»£LTtt»flAfc»Sil*;i'P--;*. t h*D^->yotr;p-fe;up-x, 

T, »$L<ttO. l~5 0ilgii. S£K0i;L<ttO. 5~40fiSSB 

•zr&s. 

^A&^wens. 

^yIfl/> (16 0) #U^->yPlfU> (3 0) ^'jP-;i/fc£# 

mi ens. 

2910, t Ho + y^D fcMM^kfe^P-X 2208 fcf) , -fe;pP-X7-feT- 
-h (^*L/<«T-k5 1 ;^«^39.3~40%(D-t;i.P-X7-b-T- h) , -fe 



WO 2004/006921 



• 

PCT/JP2003/008790 



a, ttiUz^D-.*, ^HUi>A*;u#*5oi^;kfc;ua— 7&£<£Hr;i/P 
-x^iU^ ; 7J^>i?±hu^A, #;k**->ex;kj?>j-?- ;7sy 

7;t<*;M777 U l/- hntf'JT-RS (^--f H7^7 hRS , 

5 o - a 7 7 >v va) , 7 ^ u - 7 $> 7 ? u )vm * ^ji&m&faffi 

mm (^h^-^ne mff a &) , □-A7t;p^±] ize<d7>7*))v 

^fc^-h'J^A, ^fc^u^A, 7 7P-7, v;nfh-;k -?>x h-;k 

^'Jlfl/>^J3-;i/ (#£L<te:t?Ux^k>7*UP-,>M00;&<i:) , 
io 7ot I/>^'Jp — ;k tFo^y^aeWo-^, k Kp + :>7°p tf 
;U^^;U-fe^P— 7., t Kp + vT'p tf^^kteJkP — 7 7^W- K -tr 
;UP-7s7-fe^-h7;y U-K #U t'x;U7;kP-Jk *?? l ))lMn# 
|J7-) . PjfflJH (&U h'J7-fe9 1 >, 7-fe5Wt ; E/^u-feU h\ 7*F£ 

-tij-ym, 7-fe3 i ;uh , j73 L ;k>M/-K 7-t^;Phu 

15 X^Jkv'hU-K ^'J-tU>V;Pfc*I — ;k yl^D+tk-h, yXf 

-K ^i7 5 L ;U7^|y-h, -77^JHrA f 7-K hUx^yH/-h, 
MJ73Mk>hU-K yU-kP-;i'hU75 1 U-h) &i:£^£LT^T 
fe<fc^o ^Mb^JWii^J<i:LT«, (1) -t;UP-77-b7-h 

20 <«7-fe^;^a^39.3~40%(D-fe;i/P-77-t^-h) . #UX?l/>y* 
UP-;U (#£L<te#Ux?^>yUP-;M00&<!:) fe^h'JTW 
>£-£tr¥ji!BlP-5V (2) :M- U ^A#;ktf ^>73Mkte;kP-7, 
t KP*^7'P!f;k*3^l/-k;kP--7 2910, t HP^v^P \£)V^^)V j (L)V 
□ -7 2208 ^d;^^^-fe^P-7^tf^M^^<!:^tf etl?>c 

25 £^b2iJ<hLTte, 0tJA^hP7xP-;k X-^hM^HJ^A, XP 

iftlfiLTIl 0iJ*.tf77PJHi>gL ?x>&, 15^, U>pWcK 
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8 

CUT. iRifeiitbTtt, «A«-f >XU>«3W (0>J> ^ 

im^Lfckh'f^'J^J ; -f>7U >ffiSB ; ^n>OX 
U>1E» ; -f >7'J>©7 7^>hSfcttR»# (09. INS-lW & 

^U^^^dJWHVSIl. GI-262570, U^U+1f> 
(Regl ixane) (JTT-5 0 1), * h ^ U ^/XNetogl i tazone) (MCC-5 
5 5), YM-440, KRP-297. CS-011, F K— 6 1 4, WO 
9 9/5 8 5 1 0 KiEttOffcfcfc (E) -4- [4- (5-*?MU 

-2-:7x:i;u-4-**ijVU;m h*-» ^>j?;w*W5;] -4 

-7ir;HM) , 7^^U^if-;KRagaglitazar) (NN- 6 2 2), x+f" 
yj^1f-;KTesaglitazar) (AZ - 2 4 2), BMS- 2 9 8 5 8 5. ON 
O - 5 8 1 6, LM-41 56, BM-13-1258, MB X - 1 0 2. 
GW- 1536, LY-519818f), a->?)ln ->y— V.®mM (0>J. 
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tf^'J*-*. 7#;U#-7» S^'Jh-ik Xi^'Jf-h^) . t'^7 

75 h\ ^u^truh*, yutfuwb\ ^utv-;i^) , ^y-H, 

•^x^'J-F, 5^-^U-H$fett-t©*;p>"^Aifi7K3pP», GLP- 
itl-fT-VW??-?—' t? I VIti <«, NVP-DPP-278, PT 
-100,NVP-DPP-7 2 8, LAF 2 3 7f), 0 3 7^-7. K (0fl, 
10 CL-316243, SR-58611~A> UL-TG-3 0 7, SB- 
226552, AJ-9 6 7 7, BMS-1 96085, AZ-40140 

15 >fela^J^) > S GLUT (sodium-glucose cotransporter) 111 (01. 

T-io9 5f) swqetfsft*. 

hfrUXfyh. JL/VVUXfy K -t^U*^ K V^UkX* y F, 
S^JH^^y K 14 9\s7*9v F(SNK-860),CT-1 1 2 30. 
20 ftyBftSH? («, NGF, NT- 3, BDNFf) , fl»li**B-?-fi* • 
$HfcfiEit»J IW* WO0 1/1 43 7 2tE*t!)-a-ahP7-f>lt' 
^iBflSitffll (0«A.fcf4- (4-^DD7i^) -2- (2-PWI/-1- 

-fs^/y;w -5 - (3- (2-^^7i;+-» 7*oejw 

] , PKCPl^J (#K LY- 3 3 3 5 3 1® , ACEEffiH 
25 (0!l, ALT 9 4 6, tfT^v 5 ^, fc?7 h^l^X N- ^x^v^^V 
U-7A 7*07< h' (ALT7 6 6) > EXO-2 2 6#) , ftfttt*il3£ 
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5/U^f>, -»/U^?X DA7^f>, ThJWU^fX 
775P>. UA*>3Mk tU/U^f>. <7A7*^X ZD- 4 5 2 2 

•>yD7^7-h, 7u/7^77-k 7p7^7?-k 7P7^7 

U>m> Ih7^^7-K 7x77* 7*9- K yA7>f7*P^k 
7^75-h, lfU7^77-h, on:7v77-K ->A7^75-K 
f^7-f77-Kit') > ^^TU>-&J«»*MaU WO97/10 
2 2 4 k:83«©{b^<», [ [(3R,5S)-l-(3-7-feh*->-2,2-v>*^ 

;U7°ntf;W-7-^OD-5-(2,3-> J ^ h^y7x-J|/)-2-^y-l,2,3,5-r 

&£) . ACATH^J (#1, 7A'->7-f7 (Avasimibe) , I7^>T-f7 
(Eflucimibe) > BH ;* >3afc*tJI& (#J> p 5 >&<!:) , 7 

D7^-;k -3^>K3RISI?W (#l> nn*-;Knicomol), n-fe'J hu-)\, 
(niceritroD&i:) . -f h^X^Jk ffi4&7^P-;i/ 7-f7 

f-P— ;Ksoyslerol), #>T;fr »J-tf 7 -JKr -oryzanol)ft£) 

xt77*'j;K T^^u;^) . 7 n^ftm % 

>tt)i?> SsUttf-M n-*y)i*>* xyDW>. A';nt>^>, 
x;us-th;P7>> -yjwwi^>, *v-u-;w*>^) > fc^o^ttiftaKflU 

■7X>?tf>, Z7iytX -#;U-7t!X 7APvtf>, X7h-^tf>i?) , 
TJ'J^A^^^^Pm (#J, l/7"i?D7*iJA. L-27152, AL 0671, 
NIP-121 fc<!£) . £D-S»«?j&*#tf&ttS. 

*ftllEiim<h UTtt, fH^tf+«ttlrt«!HH31l <0U. r+7>7x>7;i'7i>, 
7i>7J^5>, 7i>f^5X >7>55>. 7>7x7*7 ; EX x 
W>7x^S>, T5»F — ;k 7x^7o/t/-Jl,75>, 7D^> 

7>h (#J, CL-3 1 6 2 4 3, SR-5 8 6 1 1 -A. UL-TG-30 
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7 , SB-226552, AJ-9677, BMS- 1 9 6 0 8 5, AZ - 

40 1 40® , ^rv&mmwm m, cntf i%m> 

fpl-15849^) e>n*. 

«/7 5 H») . ^p;u^>if>x;u*>75 K&SWffl («, ^ d;u^ u fx 

;frjP>">A. yjl/fAU h U r7 A (da Heparin sodium) ft£) , V )V7 
y'J> («, 7;i/7 7 I J>*'Jf7Aftf) , 6thD>h*>^ (0S, 7^#h 
DA*>(aragatroban)ft£:) , Jfii^j^^H (#1, ^D^^—t? (urokinase), 

tf(tisokinase), 7;U7-:/7—tf(aI teplase), tf^- If 
(natcplase), : E>7 L 7 > 7— - fe* (monteplase) , A5 f ^7— t? (pami teplase) 
ft £) > jfa*&ff£JWMX (0>U ^DfcfvXliclopidine hydrochloride), 
5>DX^ v /-;Kcilostazol), -f nU-^> b$!x^;k ^7^axhtf'J 
^7A(beraprost sodium), MB^^^^Vv— V (sarpogrelate 
hydrochloride) ft if) ft IZIflWf <btlZ>. 

T, m«0. 1-100 SfigB. $f*L<«l~99Sfig|5T*?> < , 
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12 

*u<ttbf^7±-f mu mzftzisKimm* h7*;i^» *-&w-r* 

15 T3-f-f >^LTfect^, 

fcSMAItbTtt, «A«W099/47125 tlB*©»ffi»J»ElSHIi?W, W099/ 
47128 C8B«©— JittttfflffilfBia^^^^A, USP6340475 \Ztffi<DtkthMM 

20 ai»p*fflaaf*«#if6n«. 

(1) t^D-X7tf- h t<HT-fe^;^fi^39.3~4O%0-fe^O 

(2) ^-h'j^A^;!//P^i/^^;nr^p-x. tHn^v7*De;p^fM 

X 2910. fc KD + v^PtT^^^HrJPD-T; 2208 feckU^SH.-feJl'D 
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5 □-■r-o^ »&ft*ttM»JiooM8BK:#LT, *^bj© 

50~99 MSB. $?£U<te 70-99 ttffi. $ 6 Kff * L < tt 70- 
98 SSg(5 1 ft -5 J: O \Zftt>tlZ>o 

t, o.oi~99 figgp, flFSL<tto.i-99a«»-?*a. ttJfcW, ?£ 

«5~98iig?, #*U<«15~96fi«»T?»S. 

lOOllSCjttlT, ilttO. 01-25 »SL<«0. 01-15 MSB, $ 

25 5C»Sl<«0. 5-15 SSSBT* 5. 

*»93©«ES*!8Jtt, nftftMtt («, 7^X, 7^h> -f 
9S>, 97, -y-Jk bhftf) K*fbT, MPW(C^lcS-%--r^ii 
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xmn. MXitmrnm w* immmm. 2mmmm, ttmmmmm . m 

KM (Ms KhU^U-feU HJhfi, |3^7fD-Mi, IHDLM, 
^^iS5J|gjftl3£^) , [ I GT (Impaired Glucose Tolerance) ] . 

ft («. J&M&lt. tir&cttSffift. *mtfittSiS«. JflLMJAtfeflllKff. 

s (0>j> mmm, , oxu>fiinMm -»kp-ax, » 
hb&& Hat, ^ffifl-m&o&m, mmomM. num. mmm&. 

**9!0*M*IOt8!4f-*r4» fiSA (&ffi60kg) lA&fcD, it^t?* 
yj^!/><!:L/T, 7.5~60mg/B, ffi; L < I5~60 m g/B , SSfc 
$f^L<«15~45mg/BT^§. 
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J&A (#!60kg) lA*fcO. 125-2550 mg/B, &&L< 
250-2550 mg/0T^. 

m. »ffjw, t/tra»L mum. msk^mt^^^mifM\mu±.<om 
m ua~F, wmmmtv&az-rzzttf&z) tm.^t>ikxm^Th^\ 
zn <=> mmwM t vxu, wium&f&ft t l xm* l 1 1> © jwb ^ s n* . 

*c*#u rai$ci8#LTt>«J:v>u m^i^^^T^LTfei^. mm 
a&»j©fi#*wu mm±m^ znx^zmmz&mt u-cMaft-r* z t 

)v- k nmmm, &vt> mfr&tivtz&zjiiom'g.m&.TzzttfX'gz. 

0 lta^L 1 0 OfiSgBffl^tUicfcK, 

mmmoftmomimm mm^m^mmm^) , 2) #?gE©&£®!3Ji:& 
^tf^-^u^7>Tzi-x^ >?2tircWiWLmM*mm-r%iz®\sT, 
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&ffln, 37*C, 100rpniTlHlteA^!r»/ |-ttlc«k*»taK»Sf?r?fclR^, 15 

s h 2.0 (omm - MtA u v&mmmi 4itto*ttcLft*»oTi*t« 

rK^tti:UTpH2.0©ttg6«J!tt'fb* , J^AISfl!f«*ffl^ 37^. lOOrpm 

-f)*, iJ-;k k h&£) mnmz& 

iC&WCt^Tf, S#«fc£*>ffi82Lfc#58E©tt«« 

8J<hini*re&s. 

15 

*56W«. r^iitltpH 2.0©ifiS6 • i£*fc# 'J 9Ali«i£ 

37*C, 50rpm W H^fciSiSmKKSff ^fclRt, 15 50% 
«±©&8£tf*yU*y>£&m-rs, #893©«jft#j*lc«fc^T»£n& 
$Sg»#Jj CUT, jgffitt&tt. B*£»#£l 4 8fcjEfc|E*© 

20 ^j*»wLfc*«oTfft>n*. *&. Lxm^znz rpH2.ooi 

ilS 900mL 

rgt^^UTpH 2.0©&Bg-&ffc#U?A$95i££ffl^, 50rpm 
25 T^F;^K<k5»Wtttt*fTofcl»H, is^tc 50%w±©«isie^-^»j 

Lfc^ejoftl^Ji^l:- "f?L«J«3 («. tfU"*, 
f*. ^v, tf-;k kh/it') i:»lt, tkumz&±\z&^ 
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-^6ooo> tisTit, ssn-ra&iE B^mmyjm^& ^fflv^c 

10 HS&tfiJ 1 

sJ?'J tfx ;i/fcfa'J K> (K- 3 0) 18. 9g. ^iJx?W>^U3-;i/ 
6 0 0 0 3. egSct^tBKWJ^yV (WflFPgl 2/2ID) 7. 5 

15 GlucophageXR^ (@o D o^) (li/ h7^JR>^ 5 0 OmgtWT^M 
tt) C7*U7s h^UV-f -V-XX^-f 7**tgD $3 0 0 gSAU ADiS^8 
OTCT, Bflfen-x-O^ (7s7V-j§g: 1. 0g/7» &ffl^T3- 
>7*£?tV>, igg?* h7*;i/S>5 0 Orag/MW^U^^l 6. 
5 3rag^^t5M»IS#fc. 

20 MMffl 2 

+ (7*l/-b*L> B^WiiCt*)) 2 6. 4g> 

7j?iJX^Ix>^UD-JP6 0 0 0 1. 3 2 g, 2. 64g& 

J;^Mtf*^U^ J /> 16. 5 g£x^/-;P2 9 7 g(C^$-&. 3 

25 7^c;i/AD-^-f (;W3-^-5-, 70<>hft§!i) tC, # 
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